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TI New semicarbazone derivatives are noxious organism inhibitors - exhibit 
excellent insecticidal and miticidal activity against e.g. various 
agricultural insect pests and spider mites, are harmless to e.g. humans 
and fish. 
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AB JP 09301947 A UPAB: 19980223 

Semicarbazone derivatives of formula (I) are new. W= O or S; X, Y, Z= halo, 
OH, CN, N02, SCN, trimethylsilyl , R8, OR8, S(0)pR8 , OS{0)2R8, OC(0)R8, 
C(0)R8, C02R8, C(0)N(R8)R9, S02N(R8)R9, NHC(0)R8, N(R8)R9 or -CH=CH-CH=CH- , - 
OCH20-, -OCH2CH20-, -OCF20-, -OCF2CF20- or -OCF2CF2- each of which is formed 
from neighbouring carbons; Rl-R3= H, 1-6C alkyl, 2-6C alkenyl, 2-6C alkynyl, 
1-6C haloalkyl, 2-6C alkoxyalkyl, 2-6C alkylcarbonyl , 2-6C alkoxycarbonyl , 2- 
6C haloalkylcarbonyl, 1-6C alkylthio, 1-6C haloalkylthio, R50C (0) N (R6 ) S- , 
R6(R7)NS- or optionally (R4 ) q-substituted benzyl; R4= halo, OH, CN, N02, 1-6C 
alkyl, 1-6C haloalkyl, 1-6C alkoxy, 1-6 C haloalkoxy, 1-6C alkylthio, 1-6C 
haloalkylthio, 1-6C alkylsulphonyl, 1-6C haloalkylsulphonyl, 2-6C 
alkoxycarbonyl, NH2 or di 1-6C alkylamino ; R5-R7= 1-6C alkyl, optionally 
(R4)q -substituted phenyl or optionally (R4 ) q-substituted benzyl; R8= 1-6C 
alkyl, 1-6C haloalkyl, 2-6C alkenyl, 2-6C haloalkenyl, 2-6C alkynyl, 2-6C 
haloalkynyl, 3-6C cycloalkyl, 3-6C halocycloalkyl, 4-7C cycloalkylalkyl, 2-6C 
alkoxyalkyl, 2-6C alkylthioalkyl, 2-6C alkoxycarbonylalkyl, 2-6C cyanoalkyl, 
optionally (R4 ) q-substituted phenyl, optionally (R4 ) q-substituted benzyl or 
(R4) r-substituted pyrydyl; R9= H or 1-6C alkyl; 1, m q = 0-5; n = 1-5; p = 0- 
2; r = 0-4. 

USE - (I) are useful as noxious organism inhibitors. (I) exhibit excellent 
insecticidal and miticidal activity against e.g. various agricultural insect 
pests and spider mites. 

ADVANTAGE - (I) do not affect mammals, fish and useful insects. Dwg.0/0 
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AB The title compds . I [W = O, S; X, Y, Z = halo, OH, cyano, N02, SCN, etc.; Rl- 
R3 = H, Cl-6 (un) substituted alkyl, C2-6 (un) substituted alkenyl, 
(un) substituted benzyl, etc.; p, m = 0-5; n = 1-5], useful as insecticides and 
acaricides, are prepared The semicarbazones have low toxicity to mammals, 
fish, etc. 4-C1C6H4NHCOC6H4C1-4 was refluxed with PC15, concentrated, and 
treated with H2NNHC0NHC6H40CF3-4 and Et3N at room temperature for 3 h to give 
I (R1-R3 = H, Xp = Ym = 4-C1, W = 0, Zn - 4-0CF3) . 
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AN 1997-301947 JAPIO 

TI S EMI CARBA ZONE DERIVATIVE AND PEST ORGANISM-CONTROLLING AGENT 

IN YAGI KAZUO; OTSU OSAMU; NUMATA AKIRA; ISHII SHIGERU; OGURA TOMOYUKI; 

MIYAKE TOSHIRO; FUJITA AKIHIKO; MIMORI NORIHIKO; TAKII SHINJI 
PA NISSAN CHEM IND LTD 
PI JP 09301947 A 19971125 Heisei 
AI JP 1996-123496 (JP08123496 Heisei) 19960517 
PRAI JP 1996-123496 19960517 

SO PATENT ABSTRACTS OF JAPAN (CD-ROM), Unexamined Applications, Vol. 1997 
AN 1997-301947 JAPIO 

AB PROBLEM TO BE SOLVED: To obtain a novel semicarbazone derivative which is 
represented by a specific formula, has an insecticidal and acaricidal 
activities against insect pests and spider mites in agriculture with a low 
does without adverse effect on mammalians, fishes and beneficial insects. 
SOLUTION: This semicarbazone derivative is represented by formula I (W is O, 
S; X, Y and Z are each a halogen, OH, cyano, nitro, SCN or the like; 
R<SP>K/SP>-R<SP>3</SP> are each H, a 1-6C alkyl, a 2-6C alkenyl, a 2-6C 
alkynyl; 1 and m are each 0-5; n is 1-5), typically N- ( 4-chlorophenyl ) -4- 
chlorobenzamide-4- trif luoromethoxyphenyl-semicarbazone . The objective 
compound is prepared, for example, by allowing a compound of formula II with 
phosphorus pentachloride in the presence or absence of an inert solvent, 
allowing the product to react with thionly chloride as it is added together 
with dimethyl- formamide, then allowing the chloride product to react with a 
compound of formula III in the presence or absence of a base followed by 
reaction of the product with R<SP>K/SP>L<SP>K/SP> (L<SP>K/SP> is CI or Br) . 
COPYRIGHT: (C) 1997, JPO 
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;P7 s y y d . 6 ;no7/M^7 s y x 
/U*-/!^ ^C 1 _ 6 7;^^75yx;P*-;l/S. i/*C 
1 _ 6 ^q7;u^;U7 5 y x;kfc-;ug. 7 S y 

7$yx/kfc-ypg. *yp$;U7$ya. c 2 . 7 7 



yl^/l^yutf-yi/r 5 y£* c 2 v Nn ^'k*/U#/ktf- 
yu7sya N 7$ys. tyci.gT/Wf/ursy*. * 
y q _ 6 ^no7;|/^7 $ y _ 6 7/k*/P7 s y 
a. i?z,- t j\u7)v*)V7$;m. wh^mtm=m 

TfcfStf- h -CH=CH-CH=ai-S . -0CH 2 0-a. -0CH 2 CH 2 0- 
-0CF 2 0-S. -OCF 2 CF 2 0-S^L<J±-OCF 2 CF 2 -S. S 

iiT^Tt)«J:v^7x-;^;^-;P*, S^S^TV^T 
fc±^7x-;PX^*-;^^rx* s KJ^^iiTV^i 

i^x^W-^S, »&3*rOvc<>«J:iv7xy 
^^;UtK-;^ fflJ^^ixT v^T t J: 07 x-;U7 ^ 
y^;^^a. fiSi$ix"C^TfcJ:v^7x-;^yp* 
^;U75y«. B^$ix*Cv^rt>J:v^7x-;^;^tC- 

^yi/';^^r^;^^;i/S. M&ZtiX^Xh 
yy>7^/*/^-;H, TOi5<xT^Tfe«tv^y 
^;^;u*^;U75ya. ffift^^iTv^iiv^y^ 
;^;l/^-;P75y*. ^§*iTV%T<> iV^V^ 

b° U afll S iiT v >T i <t ^ t: U S/;^;P7 

^ mmztix^xi>£\^vi;ji#ji>tf-;im^ 
tix^xhx^vvis^sstjutf-jum. wmti 

X^Xh£^VViSj\'XJl>*-)U7$.S%. m&ztix 
v ve t j; v ^ tr y x;^;l/^-;U7 5 y SXiiW&SftT 

iV^JHftSfcLTtt. ^pyy®^, S^7y 
-hoa. Ci_ 6 7^;PS> Ci- 6 yNn7;^;pa. 
c 1 _ 6 7;^^**. c 1 . 6 yNn7;^;^^a. Ci_ 6 r 

C 2 _ 6 7^3 S/*;P#-;I^S. 7 S y SXtt S^C, . 6 7)V 

*fr7$smtimfbti&. ) 36W^iis, . 

[00 18] XtLXfttKte, J\u?yBfr % d- B 
7;^;PS. Cj.gAam^l, C!. 6 AD7;^^y 
c 1 . 6 ^ND7;^^^a> Ci_ 6 An7;^;^;P* 



(6) 
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[0 0 1 9] Yfc lXft£L<&. 'wyyKrf-* W 

/a. ~hvm. c,. 6 7K^, c,. s ^Nor;Wf;P 
a. c,. 6 r^3^^ c,. s y\or^3#5/*, c,. 6 r 

T»J«W 5 -0CF 2 0-ag t < «i-0CF 2 CF 2 0-a* W htl 
h. 

[00 20] ZtLXmt<l±. 'WryW.^. isT 

^fyS, Cj.gT/VdfA^fra. C,. 6 AnT/Mr/H-:* 
a, Ci- 6 r/^;l'X;U7 * — /l^a. Ci-gAor/MrA'X 
;i/7-f— Aa, c,. 6 r^^;P*-^». c^nAur 

a. Zi-s^nT)v*>\sX)v*->v**i'mx\mb'?tz 

^«S^-e^-fS-0CF 2 0-a, -0CF 2 CF 2 0-agL< 

li-OT 2 CF 2 -a#W*>ft£. 
[002 1] R», R*atfR 3 fcLTJ±, rtJRH^ Cj. b 7 

/Mf;i/a, c 2 . 6 r;^-;Wls c 2 . 6 r;^-;pa, q.g 

AD?;Wf^l, c 2 - 12 ^'7;pdf;prsy^a, c 
3-ij, (r/i^/i*-) T/i^i'^tf-^TS/^j-ax" 

^Tva. -hn«. Ci.gT/MrAa. c,. 6 adw 

Mt. CxsT/Ua^^S. Q.eMar^rJdf^a, C 2 . 6 

TVi^yH-^a. C|. 6 ADT;K;i/f*S. c,. 8 r/Mp 
/l^/P*-;^ C 2 _ 6 7/1/3 ^;^#-/Pa. T$y 

[00 22] R». R 2 &Wl 3 i:LT*f;fcL<te. 
[0 0 2 3] lttO~2«*BfcMJ±L<. 1*U0» 
1 0 0 2 4 ] mli 0~2^asa*«ff4 L< , 1 AU Off 
[00 25] nttl~3<0BR##*L<, 1AU92F 

*u». 

[ 0 0 2 6 ] n £ U**JHBfl:£«fc LT<2, J21TIC* 

[0027] ( i ) Aoyym? . vTva. - 
boa, Cj.sT^ia. d-BAnr^^a. Cj. 6 r 

/P34f>-a. Q.e/NoT^n^f^a, Ci.gAoT/Mr^ 

f-^a, Ci.eAnr/^/Px/^^^^v-axaCjj.e 

^r/a. -hoa. c^r/Mf^a. q^Aorw 
/pa, Cj^r/wadr^a, c^gr/l^*:^/^-^ 

a, Q-BAor/vn^va. c 1 . 6 r;i'^f7^*a. c,. 6 



An7^/l'f*I < Q-gT/U^/PX/W^/Pa. c,. 6 
v\o7/u=*/t'X/i'*:^a, C 1 _ 6 7*/Mf/i'X/P*-/M- 

* xa, Cj - 6 ^aT)u*)uxiu*-iutt i/mxum& 

o*#aUHWt»jW S-0CF 2 0-a^ L < ii-0CF 2 CF 2 0 

-asr^u za>\ Aoyvis?, vrya. -ho 
a, Ci. 6 7/Mf/La, Ci-gAor/i^/va, c,. b ad7 
/pa^a, ^.eTWiW-tt* q. e An7Wf 
3ta. c^er/Mf/VX/l^-f^/va, Cj. 6 aot;^;p 
x/W7-f-^a, Ci-sT^/^/p*— Ci. 6 ao 

a. Cj.g An 7)V*)VX)Vfc-)VJt* v-aX(iRJ) o £ 

j>as®^faTm-rs-ocF 2 o-as -ocF 2 cF 2 o-agL< 

ti-OCF 2 CF 2 -a5r^L. R 1 ***^®?, C^sT/WfA' 
a, c 2 . 6 7/k>--/ia, c 2 . 6 r;^-;ia. c,. s An7 
/u#/pa. Zi-s7H>-3*i/7>\>*/v&. z%-i7)V*)Vi] 
y^-K-^a. C 2 . 6 r^34f^;l^--Jfn;pas C 2 . 6 aoT 
;^;^;i^#-;pa, c^gr/i^/W^a. c,. 6 An7 
;U^;U^a. R 5 0C(0)N(R5)S-a, R 6 (R 7 )NS-axii 
(R 4 ), iz J; oTfiJ&Sftt t «t v^y x^a5r^ 
U R^W^^^fC^fRJS^XJiQ-s 7)V*)V 
aSr^L, l&tXm*i#x?&itT0~2OSgSSr^ 
L, n ifil ~ 3 COS^C ^^-f-b 5 fl)V> */VWm . 

(2) X*>\ ADy>If. i/771, -hna. C!- 6 
T;^^as c,. 6 Aor;^^a, q. s T/>a#WE. 
c 1 . 6 Aor;i'3=Sr>'axJic 2 . 6 r;P3^^;^-;ia 

T&O, *^<7)a»fiWi, 3©. 4(5, 3{it4(5 
X(±3{4t 5fiS:^L. Y*>\ AD^'ylf, y7/ 
a. -hoa. C^sT/Mr/Pa, Q-syNar^ypa. 
C^sT^n^xa, C^eADT^rjdf^a, C^gT;^ 

ivttm, Ci. 6 Anr;^;i/f-^a> c 2 . 6 r^3^f^ 

;^r.;iaX(iCi - g 7>V*)VX)V*-iVJt* is&X'h 
*). ti^Wm&W,*. 3tiL 4fflXli. 3fii:4fi: 

a, Q.gADT^/pa, c^gT^ndfv-a. c,. 6 ad 

r;k3df^a. Q.gT/^/H-jfa, C,. 6 /\n7/W 

f-jj-axiic! - 6 7)v*)vx>v-fr-iv** i/mx'b o , *> 

o-?-toaJ®{ig{i3fif. 4{4X(i:3(4fc4{a$:^L, R 1 
fi*f&E?£*U R 2 , R 3 *<#^tt4UT**M^X(i 
c,. B r;Wf;pas*L, 1 tJj:Vm36«#«aiiLT o~ 
2^SSj5:^L. n*«l Sr^-t±fB ( 1 ) l2«0-feS* 

(3) X#>\ AD^'yJI^. xT/a. -hoa, C,.g 

7)v*vvm. Q.gADr^/pa. Cj.gT^adfi/a. 
Ci . 6 y\or>v34f >-axjic 2 .6 r;p3 * ist))v#-ivm 

T*0. *^-eoWlfiStt. 3ffi, 4 <SL 3<4t4{4 
X{i3{4fc5<aS-^L. Y*<, Anyyff. xT7 
a. -hna. Ci-gT/U^yl/a. Ci. 6 ad7/WI. 
q.gT/Pn^j'a, Cj.gAor^adf^a. c,. 6 r;^ 
;p^a. Cj.gAnr/^/H-^a, c 2 . 6 r^n^^^ 
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*h *»->**«8MafiUL 3{4. 4{iX{i. 3fii:4{4 
C,. 6 yNn7/^;P«. C,_ 6 7^33-^£, C,. B An 

o-eoa^fiSli3(i, 4<aXte3ftfc4ft£*U R 1 

-tug, CjV^T^/i^/Mf-rt-*, c 1 . 8 r/^/i' 
f-*ai. d.,^nm*f«, Rsoc(o)N(R6)s-s, 

R6 (R^NS-SXteOl 4 ), J: ->T{B»3*iTvvt t J: vv< 
y^>££*U R 2 s RW^teLT^K^PXliC 
,- 6 7;^;l/«^^L. lfc«tt/m*s#«?MrLT0- 
2tf>g&£^U n*n S^txlfi ( 1 ) 

(4)W«I^fU Xfr\ An$->ffi^ Cj.6 
3{iS:^U Yfr\ Ao^yj^, v-r/S. -ho 

[0030] *^Bj{ci3v^^r*^«!lRSR#Ji:Ji, Wc 

-tifyn-^-hv-A, y—fya-yiv-h 
75a^, uy^/-, ttv*fv>\y=J9<n>\y- 

SL 4xAx. ^A^rf4f^«J s TU, 

il? V A 'J 5^ttSM$$#9ff 4>*i4 . ■«* 
*>. *WM&M&M. *MB. MMS. ms. 



c, . 8 a o n v-^Xtic, . 6 ; \ d t ;W^/Wf-^3STS> 
0. *»0*tf)g8*<afi«:4ft£jSU R 2 . IPjMcSRSFP 
1 . mRlf ntfl £jj**±fE ( 2 ) ffifto-fcS 

( 5 ) WdraaHEFFfcSU XA>\ ADjr'ygf, C,. 6 

tju*ju&. c,. 6 Aor;^u«. Ci- 6 r;i^3dfvax 

3ft£*U Y#>\ AD^yff, -ho 
£ s c 1 . 6 ADT;l'^;l'SX{iCi-6ADr;l'3df^at , S) 

q.eAoTA^/l'g. C,. 6 Anr;P34f>-ax(iC 
fl**U R 2 , R 3 *>**3IJI?£*U l s mXtfntfl 

S:^r±is ( 3 ) s *)VJ*/vwmfc. 

[ 0 0 2 8 ] (Si. **BBt=fi*$*l*fl:^ft<0+T^f 
( + ) WBtXf ( - ) tt*«***U . JEfc. £ttKSiltt 
4. X, ^^b^lfiR 2 *^!!^^, TfBfc^T 

[0029] 
Hk3] 

x, 

4*fi«K-c««uc|»liii-CSS. -3k *»»Hfl:^lWi 
[0031 ] 

[0032] *f»!Hfl:^*<0Kai6fcov»rRIB 

[0033] (Affi~Fft) tfcV^T, W, X. 

Y. Z, R». R», R3, R4, k, 1 , mmntemitm 

[0034] AS 

[0035] 

[ft4] 



(8) 
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(181) 




PCI, Y - 




or SOCI 2 



^>-n=c-q 



(ID) 



H*N-N-C-N-0 
W 

(IV) 




(183) 



R L 
(VI) 



(V) 



X, 

N-C=N-N-C-N— 



[0036] tt&h (ii ) kXMfcV y b tt-im%m 
L-CRfBS-fr***, XOUfc&W (ID & 

iikiciOfl:** am jWM>*i*. «fl:f-*^ 

rj»4, **)&mzmm&. o^^T-fk^i din 

fcfc£ft (IV) ifflfe^HETXJtFffttT. *vStt& 
iWWCraBStf * £ t tcJ; ■J*#JHfc£tt ( V ) (ft 

a» ( 1 > w^tr 1 ***»«?) ##£>ft&. sfctc 

*JWHfc6* (V) fc-fk^j (VI) MBSWJWfF. * 

( 1 ) zmzttfx-zz. 

[0037] xmnzti^xm^^timmtLx^ 
y#y* viv^ymm^mm^mm. mmsm, 

1,1, 2-hU^npx^y^\nywb^-fbKS 

[0 0 38] lS2-C'fflOf>^|,iS«t LT<i. ^h'J 
d&T/l^y&JST/l^^hm *ItfbfMJ<7A, 

*iwt* y *?m<?>T)Vij 0 now- h y 

. jias* y^A, jjawc*^ h y >7 hmvyr^a y 



(i) 

jv^ymnmmmvm®.. yxfw-f;k 1 , 

fh5t Hn77>, 1, 4- 
^^-t^^OX— f;Hl. y7^^. i, 2- 

;^rs x^^r-bhrs mom r* 

hx h y/K ifx+frxiv-fc* Ffe it)f*|»f^ 
IT. hyxf-A^TSV. h-y^y^<7)*«SJgaS:ffl 

v\ tmt ix<y*y, V)\s*ymm%imfc*.% 

■fyHH*fflv>60)6<#4Lv». RJtEiSJgii- 6 0°C*^ 

wx'thtf. ox.frhMffim.tx'x-'ftommtL 
w 

10039] xn3x-m^t>tLht&mbixn. -thv 

*uwb* y *?m<r>T>vti y uaw- h y 
w, Kife&y^A. »j<*-7-hy7A^or;^y 



(9) 
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/Wxy^£#8i&fb*#S. ^xf-;wx-T/P, 1, 

2-^h4fv-X^y, rh^t r-*077>\ 1, 4- 

y^Jffy^x-f;HS, ^nn^^y,' 1.2- 
/l/ATSH, ^^T-fehTSH^iorSFffl, 7-fe 

cam 



'J^-y+'J-/^ r-'Xl±*lKb# U •> ASrffl 

#>\ 0X>&9 0r*T'^3OjWSF2U\ 
[0 04 0] Bm 
[0 04 1] 
Hb5 3 



or 

D- V 




(n> 



(VII) 



(162) 



H 2 N-NH 2 




<^^H-N — C=N-NH 2 



(IS 3) 



(vm) 




(I) 



[00423 ft-^ii (in tsMttzv y&iffit&m 
mxmmtTm^iiK xmtisvn (in * 

^.rfcfcJ:'). ib^-fti (vn) #f#£>ti*>. ^utft 

£ft ( VI I ) ttH5 >-*>-^^»cO#4TX{±^#fi 

oft^ft (vim trnzbifivzi. §^>(c, -fb-^ft 

(VIII) fc-ffr&ft (IX) i^JSttiflrSMK+faa^fiqtT" 

( I ) (R* = R» = H?fc4fl:£*) tft&ZttfX'Z 
S. lb-&tt (VIII) fcOWCtt. AffiOZDSl-CfcWi 

din *ctH5^>*Ristf-rcfc#6c:k 



[00433 is nzis^xm^hiiimttixit. 
mmxtmmiK^nxbtiJimK. mtito 
-try, vivjiym^wm^nm. xif;n-f 

;k 1, h^yx^y. fb7tKo75>, 

l, 4-i/'jj-#^>^cox-r;Mi, -;?Do^?y, 
1. 2-y'?anx?y^c^o^|^b*3S8L 5> 

a, t°l)y'y. yVf-;l^;l/**y K 



(10) 
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[0044] Xm3?m^tlli§&b LXl±. tY-V 

*8tft# y im<vT)v* y &JB*SHt^ flaw- h y 
? a . ^sx? y «7 a s sg%&k%i~ h y «> ^meyrivn y 
&rkhb. *3Ht7 h y ^a. y *>m<F>T 
ivt)V-kwm\m. h-yx^ursy. ey^^co 

/lot vm<rm^femcfcm< , vX^Px-r/k 1 , 
2-^FJfyl^y, fh5tH077y, 1. 4- 



^#t^fOX-f;H. y7on^^y, 1,2- 
h- h y;k Hfc J:M$iWi!> 

LTFyx^-/w7$>\ t'jyy^iM^ffl^ 

fflH&OtfiJtU*. RJ5ittBKiO , C*»fcRJGfi£»tf> 

[0045] Cffi 

[0046] 

Ht6] 



(X) 



R 2 L 2 
(XI) 



(xra) 




[0047] ( I ) £331 vt . R 2 

=R»=*JMFp?*&*£(c. R 2 . R^^A-tS^T' 

*4. jamb** (x) tikis® (xn sjgaboflflt 

ft (XII) 4. 0"?WC, *«Wfll^ 

ft (XII) fcfc£ft (XIII) £igg<o#£T. *v£tt=5r 
JS«+TRJES*6ii:tJ: 9 ( I ) m 

*>tl&. *Rfcfc*5ivc, JflV^fiitt&fcLTtt-J-F 
y^AXhdrxH, ^y^A^-x-vy-^hdr^HCD 
J: 3 «rr^* 'J ^JS7;ua * ^ KSL *IHfc7 MJ •> 

h y »>a, y >>a, ^g?*ig^ b y *?m<nriv 



en 

*?y-/k x^y-;^^ffiMT/P3-^. ^y-fcf 
y. hAxy^so^saauft*^, i/xf-^x-r 
;k 1. 2-5>*Hf5/x*>\ fh7th'n77y, 
l, 4-x:*df-9-y^c7)x-r;i'«s s^oa^y,. 

1. 2-^ODX^y»<^Npy>flaRflyJc3Hi % V 
^f-A*;UATS K, y^f^r-fe b7S FUW>75 K 



(11) 
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*fc. m& ixmm^&z ti>T%z>. -mmz 

m*X\ &&bLX*.%{ti-hVVJ>. jieSHb&y? 
W^^5««LH. EJEi&9B±-6 0X;!&>4>E 




(xrv) (XV) 



RfcfcfcWOP =R 3 C0i§-£Ji2 (XI ) b 2 

mvtmzm^&ztizx*). it-ifl® (xii) zmm 

i. 

[0048] Dm 

[0049] 

Ut7] 




(D) 



'<0hr i= 




R'L 1 
(VI) 



w=c=nh O 



(IX) 

[0054] R 2 =R 3 =^RS ; F"C*6«^<oaj 

«8EH (itism (IV) <W=P=*3RR : F) <^&Jfiffif 
tt&fa (IX) tt h'5^'y^S^^#ftTX(±^ 
#ST. *%ttKc®&*X'KJfiZltZ ZblZk 9fl:£* 

(XVI ) *Ri»ctJV^Tffl^i9*ift»fc«k 




(ii) 

r'=h 

[0050] WW^ft (II ) ttftgft (XIV) 
fcflte* (XV) *«35«aPttT, ^vStt=3:^+T'»E 

■aaaon- h y y ^ Kit***- h y 

t y * im<r>T)Vii y . h y xf-^r 5 

>, ey^y^tMfi^aw&fis. ffl^fta 

ylf/l/X-f/K 1, 2-^b^fi^X^V. rh7 
hH075y. 1, 4-^':*^y^<7)X-7VM)S. v 
?nn^^X 1. 2-y?DDX^yf<7)AoyWl: 

SH^<0T5Hffl, T-feh-MJ/k : J**)VX)Vfc* 

^ HjN-NH 2 



(H) 

»TCtt8UCiJ:<, tii. MitLxmt&Zbi>X' 

# & . -gmmmt fc tt . h y x^r s f y 
isywcoiimmm\ mm vxovy. wi^x 

Jfc&£<J- 6 OX:frkEUm^0&S2&tXV>BM 

etiMtzwufcti z b tfx-z hV. o°cfrt> i 2 o°c* 

[005 1] (II) fctiWC. R» = IWM§£ % $ 

4>t:ft^* (VI) £JgS<7)3q±T. ^SttfcSJK+fcfc 
VvCKJS$-£4£i:JcJ:9, (II) <R>*H)* 

f#& -It 

[00 5 2] Effi 

[0053] 

[•fH8] 



H2NNHC 
w 



(XVI) 

A (IX) IcttL-TO. OOlffSKfr&lOStX*? 1 

offiSc>>*ss$rc& 0. iai%*^ifi*% 

cox— -f;US. y^nn^^y, ?nn*/kk3£<7V\n 
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mamx-mmix^xK. tn, m^txmmtiz 

k fC# l . KKi&gti- 6 0 'Ca^RjCS^OjlSiE 
SS*-COffiS^fflJg5rig^-rSit*5T'$I..A 5 . 0°C 

»«Ot/Ht(c««piaWiWl ! Sr^* 1 fl:^fll (XVI) SrIR 
*Jt<ff4fcftfctt, (IX) te*fbTtl«9S» 

[0055] F£ 

[0056] 

[<L9] 



V 

OCNHNH 2 



W=C=N 



(XVII) 



(IX) 



CDBl) 



— |-OCNHNHC-NH-^^ 



(182) 



(xvin) 



H 2 NNHC— N 



% 

(XVI) 



[0057] EffiOJMifeT, R 2 =R 3 =#JMFP 

x-him^commM (fc&to (iv) *>ri=r»=;mim[ 

?) ^Jftffi-C**. (XVII) Mb£ft (IX) £ 

SifctiO-fk^ (xvni) tmhtih. *Ri6fct$ 

izmth. ^maa^xits 3*/K*>ft£* (xvid t 

(IX) *fflivCi|»W:<<ll:£ft (XVII I) 

zktfX'Zhntfmx-hh. jm2^zh^x. its® 
(xvni) H*oaqrF, *m&mm>x'%&ii-<t& 
ztizx*). its® (xvi) ^utmi. 
kiimt lx\±. m. mmmn^mm. ^wwx 

tit. ®&kLxu. w&)mnmmi%^i><?)?t) 
tum<. mm. *?j-iv. mrj-)vm<w$M.T 

/HI, ^on^^y, HSfltfaNS^Au^fltfSfl; 
tt*tt-CttfflLTiJ:<. ifc. m&LxmthZk. 



«coffi££tfc£-?-.g>.r btfX'Z 0'CA^RfEM^ 
[0058] S-TTftfcfc^T . #RJG1«ftf> : E/Ufcfctt 

[0059] *3^^£»l!*S£ga*£tfc*a 

[0060] *ftmt£$)Z?m±mm\t ixtm 

**)IS*ffl***Wi#. 7/P3-/HH u vrow 
-/k 7":?/-/k ^y^T;P3-;i/ N 7/U7y/kF 
;ua-A4») . XttMtoMm ( WPxy, 
«) . x-r/MS (T-V-/W*) , ^-r-y$ (i/^o 

^*v;>. Av*v>m) . xxr/wi mmyj-iv 

W) s KTS F« (N-^f-^fcToy Ky») XJI/nd 
*L ftftffl. SBBB. S«W. *ft»L «&R6 

1 0 0 6 1 ] ttc. *5fiWfl:^ftttiM!fcJ6 tTWW* 

[0062] mzm<r)&mh&wiWM*)i>*ykm.-£ 
m-t&zkizi*). mm&am&izm&azh 

it. ®&m\V>Wk^z£&&&x^9YyJ*<7MX 

m^zmtLwikftmkn&^h^^mx'bh. * 
%pm&fakmtm~r &m?>w$Lk txa. mi 

(f, 7r-i • y-^)VX- IW Y-fvf (Farm Chemi 
cals Handbook) 1 9 94#«fcB«$*VCVv&fc£ft 
%k'tf*>&. 

[0063] *^Hfl^^i,c7)tfeffl^l(i5iffl«ffi. tlffl 

m. mm. mzmmizi <ommii*>zt> { HRi l z 

&imrfL#&k 1>X^79-)V (ha) ^0 0. 005 
[0064] aCI(*»(C««Mi>J^ 

[00 6 5] C*«S'JD 

*^b^ 5-8 035 

Wfcim 1 0~8 5S5 



(13) 



^^9-30 1 947 



1-103! 

*<m i~5 35 

[0066] cfi an 

*»9Hfc£% 1-3035 

mm 3 o~9 5gu 

m-mm 5-1535 

[0 0 6 7] (.yuTf/mi 

*mit&to 5-7035 

iSttffltt 1 5-6 535 

maim 5-12^5 

*<om 5—3 ose 

s. 

[0068] iW^sm(Y^-iy\3Tf)vm 3 

*9MMte4li 2 0-9 035 

Ettffltt 10-6 03! 

#ffi*SftaJ 1-2 035 

[0069] ce an 

*mtt£to 0.1-1035 

Hftfitt 90-99.99 3! 

*<0flfi 1-5 3! 

[0070] c» an 

#5WHfc£» 0.01-3 035 

Wmfo 67-99.5 35 

0-3 3! 

[0071] 

immm 

mmm mm. warn) 

BIT. *SKBtov^Tl»W <£J*»L KNM. WM. 

[0072] 
[»] 

ggtffl ssjpk lum) 

[0073] teJSW] *fS«eSte3ft4fc£*MU 
[0 0 74] 

N— (4-?DD7x-JM -4 -^ddOXTS K 
4 - hi) hdf>-7x-;Hr SjM^/y 
(**PHfc£fli No. 1 ) 
N- (4-;od7i-;1) -4-^OD<yX7SK 
1. Ogfttfffi&ffcyyi. 2g£ffc*fcfllffl!«JI?U 

«ET-C9*Lfc. SBftRtfN- (4-hy7/M-o 
^Ky7x-^) t K7x>;#/M<df1f$Kl. 00 
gH^>20ml tf h7tKn75y20m 1(7) 



0. SOgSSTFU Sfet=Sfl-C3«RBtffLfc. R 
JKI-£ft£**2 0 0ml MzUtfdik. BUxf-A- 1 
0 0ml SJni-caaJLfc. «IM**au 

£2. 0 5gf§fc. £*i*#]R9Ui?rr?l-*''57 4- 

xmmo. 3 8gHfc. 

gt^: 206. 5-208. 0"C 
»H-NMR(CDCl3+DMS(H 6 )$ ppm:6.50-7.65(12H, m), 8.0 
8(lH,s), 8.41(lH,s),9.51(lH. s). 
[0 07 5] ##Ml 

N- (4-7DD7i^) -4-7DO\yX7SK 
4-70D7-'Jy3. 3gthyxf-;PT5y3. 3 
gSr^y-tfy5 0m lfcjfflBU *^TT*f#T, 4- 
7no^yy^i.707'( F5. 3g<?y<.y-fe*>1f?82 
0m 1 SrjjSTUrfiL SfetSSBTieiBffllff Lfc. R 
JSM£$|£*#2 0 0ml fcjoifca, BI38xf-/l-2 0 
0m 1 TftSBU:. li®mZ 1M%MM. oivttfcft* 

?§&£®*LT. N- (4-?no7x^;H -4-? 
nn^yX7SK^6. 3 3gftt. 
[007 6] £j£0lj2 

N— (4-y777i^) -N-*?-/!-- 3-7;M" 
n\yX7ih' 4-h l j7;l/^O^hdf>'7x-;Hr 

Stf/UKVy (#fBHtf;£ftN o . 17 3) 

N- (4-^7V7xX/l,) 

DWX7Sh'5V>0. 54g, 4-h!)7n^ 
h^f^7x-;MV>-T*-h0. 4 1g&tfbyx^ 
;PT5>2iS*^no^^yi0inlKJni, gffl-c 
3 BHffift/t. *<0flL Mfctf-JH 0 0 m 1 £JD 

0. 5 7g£f§fc. 
■jA: 21 0. 0-2 1 3. 0*0 
[007 7] ##M2 

N- (4-y777x-/H -3 -7lU*aK>X7 
H 

4-rsy<yv'-h , j;u3 i . o 1 g&tfMJxf-^ 

T5>-3 0. 3 6g£<>"te'y9 5 0ml«Di. 
TTifflfLa**^ 3-7)\s*uKy*/4 tV9W)Y3 
9 . 6 4 g O^y-tf y»S 5 0ml Lit. i&T& 
Till, Slt-ififU «BETT3ffiHE?fce*L3t. « 
StJ:»ixf^5 0 0ml (=*»U *T-2[3i5fc^L 

*Lfc. am*^ y7attlo:~ TiVXWfrLX. 
mit^5 5. 9 2g*ftft. 
Bt£: 14 8. 6-1 5 0. 3*e 
[0078] N— (4-y777x-W -N-X^-tV 
-3-7WDWX7S H 



(14) 



®ffl¥9-3 0 194 7 



jWWW-hyfc* <ttK5 5X) 0. 5 280?*+* 
*/WjU7S K 1 Om 1 fcflD*. *#TJt*¥ N - 

(4-x7/7i-;H - 3 - 7;M"0'v.>'X7* S F 

2. 4 0gfcinifc. aa-ciftBBWpa. 3>wtxf- 

;W2. 13g£jDi.. SfetSa-^HftaHtLfc. 

ft. y'Xf;H-f^l5 0m 1 Srflflx., ®fD&ig*T' 

hmskLx. awHbdHii. 8 7g*»fc. 

Sfc£: 103. 2-106. 1°C 
[0079] N- (4-j/T/7x-^) -N-^Cf-A' 

-3-7;^o^.y-fe>*;t-^f-*T5 H 

N- (4-yr/7x-/H -H-*^>V-3-7A>* 

o^yxrsKi. 8 7gXt^BKft=iyyi. sog 

2r t y y> 1 0 m 1 Jui s JpaftSSfTF 2 ^saaf a. 
'JttfcLfca. ISif/H5 0m 1 fciDittSfiLfc. 

*<g« *«Birr 2 Lfc». h y «7a 

A) ?4HHII!U i*tftf>B<Wte&l . 99g£# 
fc. 

iH-NMR(CDCl 3 ):5ppm 3.9(s, 3H). 6.8-7.6(m, 8H). 
[0080] N- (4-i/777x-iH -N-*** 
-3-7/M"CK?.yX7$ F^W 
N- (4-y7/7i-;W -H-*+>V-3-7)V-* 

-#WiJl • 8 5 g£x?y-;U4 Om 1 tjDi, W& 

aarF3«iaHWPtt. *ioomi ftm*, mettx 
sm(clNKxf-^l 5 Om l £ 
JnittliiU ««Hl**T'2IIIffi»Ufca. *e*8HM- 

hy^-t-saiu mrx-msti^tt:. mm* 

■9-y-W»xf-/P= 1 : 1 ) TtfStfifSU BWft^ft 

1. 2 7g£f#£. 

MA: 12 9. 5-13 1. O'C 

[0081] 

[0082] N- (4-i/777i-;H -N-y^/U 
- 3 - 7/l^n/O-XT S b* 4 - ( 4 - h 'J 7/M-o 
y Hdfv-7xx;i/) -2-y^;Hr$#;kKV> 
f^ftNo. 2 16) 

♦JWh^h'J^ (*E£5 5%) 0. 2g£v'y?7U* 
;WATS F5m 1 IzMl. XtoTtmiWbN- (4 
-^T/7iX/i/) -N->f-rt'-3-7/M-o<yX 
75 F 4-hy7WD^h^y7i-;H:S^^A' 
V> 1 . 0 g&tfx'jrtfvMvkkTS KlOml 

sasTLfc. saiT3 o^fwftt. 3*fc**vw>. 3 

6g£tf> > 'y^*;l/A7$ F3m 1 comm&Ni, S 



fc. JSJcfHRx^-N^yTHiliJIfcffv^ 

209. 0-2 1 0. O'C 
[0 083] ##M3 

[0084] N- (4-y777i-^) -3-7/M" 
D'sy-fe'y^/Mf-M-rS F 

N- (4-y777i-W -3 -7/M-tK<.yX7* 5 
F9. 6 1 g&V£«ftZ'jy9. 34g$-tyi/>4 
Om 1 fcjn£. »jifiT2^W*. **4 0 0m 

tmifc. *gtfk# y v&mm-cTM y u «f 

TifcfrLT, BWfc£»8. 17gMW:. 
[0085] N- (4-y777x-;H -3-7/M" 
DOX7S F57> 

N- (4-y777x-/l') -3 -7 JU*U 
toK*-*7SK7. 6 9g&tft K7^>-*ft%7. 
5 1 gJl^-;H5 0m 1 tin*. JMgST2^ 
RfflHfft. *1 5 0m 1 SriDt, jSJEEFCX* 

«*Lfc. mimmw.x-*iv3 oomi ^sni.tttti 

ntA-x— r/l/Tft»l/C BAMfcMb5. 3 3g£tf 
fc. 

M^: 1 04. 0-1 05. 0"C 
[0086] N- (4-^Ty7xXyP) -3-7/M- 
n\vX7S K5W 

N- (4-y7/7x-;l-) -3-7WD<yX7$ 
F9. 6 1 g&lfBB-fbyy9. 16g£F/PX>4 0 
m 1 fcjoi, i«ET2^Wfl «ETTJfflKS 

JWL&tf*^ tH7y>-«)!|6. oig^y*' 

>?§^5 om i t:arFtfc. aa-c-HiHWttt. *i o 

Om 1 ZMl. %ET-C<>*y*9&lti:. »B«t: 
p^x^4 0 0m 1 ^JnittWU, *aW**T2|II 

[0087] *»>Bfls^ltti, ±EKB8atfiaiR£ 

Me : yf-/Ua. Et : xfvt-g, Pr : rohVl^S, Bu : 7 

Ph : 7x-yH, Bn : Oi?)^ 
[0088]^ 1 ^ 
[0089] 
HfclO] 
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[0090] 
[*13 



No. 


Ri 


R2 


R3 


W 


Xi 


Y a 




m& CO 


1 


H 


H 


H 


0 


H 


H 


4-0CF 3 


160.0-163.0 


2 


H 


H 


H 


0 


3-F 


H 


4-OCF3 


243.0-246.0 


3 


H 


H 


H 


0 


3-C1 


H 


4-OCF3 


186.0-187.0 


4 


H 


H 


H 


0 


3-Br 


H 


4-OCF3 


180.0-183.0 


5 


H 


H 


H 


0 


3-CF 3 


H 


4-OCF3 


157.0-160.0 


6 


H 


H 


H 


0 


3-OMe 


H 


4-OCF3 




7 


H 


H 


H 


0 


3-0CF 2 H 


H 


4-OCF3 


147.0-149.0 


8 


H 


H 


H 


0 


3-SCF 2 H 


H 


4-0CF 3 




9 


H 


H 


H 


0 


3-SCFg 


H 


4-OCF3 




10 


H 


H 


H 


o 


3-CN 


H 


4-OCF3 


187 0-188 9 


11 


H 


H 


H 


0 


3-N0 2 


H 


4-OCF3 


185.8-186.9 


12 


H 


H 


H 


0 


3-C0 2 Et 


H 


4-OCF3 




13 


H 


H 


H 


0 


3-CH3 


H 


4-OCF3 


176.0-177.3 


14 


H 


H 


H 


0 


H 


4-F 


4-OCF3 


177.0-178.0 


15 


H 


H 


H 


0 


H 


4-C1 


4-OCF3 


173.0-175.0 


16 


H 


H 


H 


0 


H 


4-Br 


4-OCF3 


153.0-155.0 


17 


H 


H 


H 


0 


H 


4-1 


4-OCF3 


172.0-175.0 


18 


H 


H 


H 


0 


H 


4-Me 


4-OCF3 




19 


H 


H 


H 


0 


H 


4-t-Bu 


4-OCF3 


200.0-203.0 


20 


H 


H 


H 


0 


H 


4-CF3 


4-OCF3 


195.0-197.0 


21 


H 


H 


H 


0 


H 


4-CH 2 CF 3 


4-OCF3 




22 


H 


H 


H 


0 


H 


4-OCF 2 H 


4-OCF3 


173.0-174.0 


23 


H 


H 


H 


0 


H 


4-OCF3 


4-OCF3 


189.0-190.0 



[0091] [H2] 



No. Ri R2 R3 y Xi Y a Z, S1*(°C) 



24 


H 


H 


H 


0 


H 


4-OCF 2 CF 2 H 


4-OCF3 


179.5-181.7 


25 


H 


H 


H 


0 


H 


4-OMe 


4-OCF3 


182.0-183.0 


26 


H 


H 


H 


0 


H 


4-SMe 


4-OCFg 




27 


H 


H 


H 


0 


H 


4-SCF3 


4-OCF3 




28 


H 


H 


H 


0 


H 


4-0S0 2 CH 3 


4-OCF3 


234.5-238.5 


29 


H 


H 


H 


0 


H 


4-C0 2 Et 


4-OCF3 


202.0-204.0 


30 


H 


H 


H 


0 


H 


4-C0NH 2 


4-OCF3 




31 


H 


H 


H 


0 


H 


4-CONHMe 


4-OCF3 




32 


H 


H 


H 


0 


H 


4-CN 


4-OCF3 


175.5-177.5 


33 


H 


H 


H 


0 


H 


4-N0 2 


4-OCF3 


178.0-180.5 


34 


H 


H 


H 


0 


H 


4-CH0 


4-OCF3 




35 


H 


H 


H 


0 


H 


4-COMe 


4-OCF3 




36 


H 


H 


H 


0 


H 


3-C1 


4-OCF3 
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[0092] 



[0093] 



37 


H 


H 


H 


0 


H 


3-CF 3 


4-OCF3 




38 


H 


H 


H 


0 


H 


3-CN 


4-OCF3 


250.0-251.0 


39 


H 


H 


H 


0 


H 


4-N0 2 


4-OCF3 




40 


H 


H 


H 


o 


3-F 


4-F 


4-OCFs 




41 


H 


H 


H 


0. 


3-F 


4-C1 


4-0CF3 


205.0-206.8 


42 


H 


H 


H 


0 


3-F 


4-Me 


4-0CF3 




43 


H 


H 


H 


0 


3-F 


4-t-Bu 


4-0CF 3 


182.0-185.0 


44 


H 


H 


H 


0 


3-F 


4-CF3 


4-OCF3 


181.7-183.9 


45 


H 


H 


H 


0 


3-F 


4-0Me 


4-OCF3 




46 


H 


H 


H 


0 


3-F 


4-OCF 2 H 


4-OCF3 


171.0-172.0 


[«3] 


No. 


R 1 


R 2 


R 3 


w 




Y 






47 


H 


H 


H 


o 


3-F 


4-OCF3 


4-OCF3 


175 0-176 0 


48 


H 


H 


H 


0 


3-F 


4-OCF9CF9H 


4-OCF-a 


167 9-170 0 


49 


H 


H 


H 


o 


3-F 


4-SMe 


4-OCF3 




50 


H 


H 


H 


0 


3-F 


4-SCF3 


4-OCF3 


180.0-181.0 


51 


H 


H 


H 


0 


3-F 


4-SOCF3 


4-OCF3 




52 


H 


H 


H 


0 


3-F 


4-S0 2 CF 3 


4-OCF3 




53 


H 


H 


H 


0 


3-F 


4-C0 2 Et 


4-OCF3 


186.5-188.0 


54 


H 


H 


H 


0 


3-F 


4-N0 2 


4-0CF3 


200.2-202.4 


55 


H 


H 


H 


0 


4-F 


4-CN 


4-OCF3 


250.0-251.0 


56 


H 


H 


H 


0 


4-F 


4-N0 2 


4-OCF3 


181.0-185.0 


57 


H 


H 


H 


0 


3-F 


3-F-4-CN 


4-OCF3 




58 


H 


H 


H 


0 


3-F 


3-C1-4-CN 


4-OCF3 


193.7-195.9 


59 


H 


H 


H 


0 


3-F 


3-CI-4-CF3 


4-OCF3 




60 


H 


H 


H 


0 


3-F 


3-F-4-N0 2 


4-OCF3 




61 


H 


H 


H 


0 


3-F 


3-CI-4-OCF3 


4-OCF3 




62 


H 


H 


H 


0 


3-C1 


4-CF3 


4-OCF3 


175.0-178.0 


63 


H 


H 


H 


0 


3-C1 


4-0CF 2 H 


4-OCF3 


161.0-163.0 


64 


H 


H 


H 


0 


3-C1 


4-OCF3 


4-OCF3 


165.0-167.0 


65 


H 


H 


H 


0 


3-C1 


4-OCF 2 CF 2 H 


4-OCF3 


175.9-177.1 


66 


H 


H 


H 


0 


3-C1 


4-C0 2 CH 2 CH 3 


4-OCF3 


179.0-181.0 


67 


H 


H 


H 


0 


3-C1 


4-N0 2 


4-0CF3 


198.0-199.0 


68 


H 


H 


H 


0 


4-C1 


4-CN 


4-OCF3 


193.0-197.0 


69 


H 


H 


H 


0 


4-C1 


4-N0 2 


4-OCF3 





[*4] 


No. 


Ri 


R2 


R3 


W 


Xi 


Y n 


Zn 


■Wt(IC) 


70 


H 


H 


H 


0 


4-C1 


4-CF3 


4-OCF3 




71 


H 


H 


H 


0 


3-Br 


4-CF3 


4-OCF3 


184.0-185.0 


72 


H 


H 


H 


0 


3-Br 


4-OCF3 


4-OCF3 




73 


H 


H 


H 


0 


3-Br 


4-CN 


4-OCF3 


233.8-236.8 


74 


H 


H 


H 


0 


3-Br 


4-N0 2 


4-OCF3 




75 


H 


H 


H 


0 


3-CF3 


4-F 


4-OCF3 




76 


H 


H 


H 


0 


3-CF3 


4-C1 


4-OCF3 


174.0-175.0 
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[0094] 



C0095] 



77 


H 


H 


H 


0 


3-CF3 


4-Br 


4-OCF3 




78 


H 


H 


H 


0 


3-CF3 


4-Me 


4-OCF3 




79 


H 


H 


H 


0 


3-CF3 


4-Et 


4-OCF3 




80 


H 


H 


H 


0 


3-CF3 


4-OMe 


4-OCF3 




81 


H 


H 


H 


0 


3-CF3 


4-0CF 2 H 


4-0CF 3 




82 


H 


H 


H 


0 


3-CF3 


4-OCF3 


4-0CF 3 




83 


H 


H 


H 


0 


3-CF3 


4-OCF 2 CF 2 H 


4-OCF3 




84 


H 


H 


H 


0 


3-CF3 


4-SCF 2 H 


4-OCF3 




85 


H 


H 


H 


0 


3-CF3 


4-N0 2 


4-OCF3 


188.0-191.0 


86 


H 


H 


H 


o 


3-0CF 2 H 


4-F 


4-OCF3 




87 


H 


H 


H 


0 


3-0CF 2 H 


4-C1 


4-OCF3 




88 


H 


H 


H 


0 


3-0CF 2 H 


4-Br 


4-OCF3 




89 


H 


H 


H 


0 


3-0CF 2 H 


4-Me 


4-OCF3 




90 


H 


H 


H 


0 


3-0CF 2 H 


4-t-Bu 


4-OCF3 




91 


H 


H 


H 


0 


3-0CF 2 H 


4-CF3 


4-OCF3 


155.9-158.0 


92 


H 


H 


H 


0 


3-0CF 2 H 


4-OMe 


4-OCF3 




[*5] 


No. 


Ri 


R2 


R3 


w 


Xi 


Y ra 






93 


H 


H 


H 


0 


3-0CF 2 H 


4-OCF3 


4-OCF3 




94 


H 


H 


H 


0 


3-0CF 2 H 


4-SMe 


4-OCF3 




95 


H 


H 


H 


0 


3-0CF 2 H 


4-S0Me 


4-OCF3 




96 


H 


H 


H 


0 


3-0CF 2 H 


4-S0 2 Me 


4-OCF3 




97 


H 


H 


H 


0 


3-0CF 2 H 


4-SCF3 


4-OCFg 




98 


H 


H 


H 


0 


3-0CF 2 H 


4-SOCF3 


4-0CF 3 




99 


H 


H 


H 


0 


3-0CF 2 H 


4-SO2CF3 


4-OCF3 




100 


H 


H 


H 


0 


3-0CF 2 H 


4-C0 2 Et 


4-OCF3 




101 


H 


H 


H 


0 


3-0CF 2 H 


4-CN 


4-OCF3 


169.1-170.4 


102 


H 


H 


H 


0 


3-0CF 2 H 


4-N0 2 


4-OCF3 


170.6-173.2 


103 


H 


H 


H 


0 


3-OCF3 


4-C1 


4-OCF3 




104 


H 


H 


H 


0 


3-OCF3 


4-CFg 


4-OCF3 


158.2-159.1 


105 


H 


H 


H 


0 


3-OCF3 


4-OCF3 


4-OCF3 




106 


H 


H 


H 


0 


3-OCF3 


4-N0 2 


4-OCF3 




107 


H 


H 


H 


0 


3-SCF 2 H 


4-C1 


4-OCF3 




108 


H 


H 


H 


0 


3-SCF 2 H 


4-Me 


4-OCF3 




109 


H 


H 


H 


0 


3-SCF 2 H 


4-CF 3 


4-OCF3 




110 


H 


H 


H 


0 


3-SCF 2 H 


4-OMe 


4-OCF3 




111 


H 


H 


H 


0 


3-SCF 2 H 


4-OCF3 


4-OCF3 




112 


H 


H 


H 


0 


3-SCF 2 H 


4-SMe 


4-OCF3 




113 


H 


H 


H 


0 


3-SCF 2 H 


4-SCF3 


4-OCF3 




114 


H 


H 


H 


0 


3-SCF 2 H 


4-C0 2 Et 


4-OCF3 




115 


H 


H 


H 


0 


3-SCF 2 H 


4-N0 2 


4-OCF3 






No. 




R2 


R3 


w 


Xi 









116 H H H 0 3-SCF 2 H 4-C1 4-0CF 3 



(18) 
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[00 96] 



117 


H 


H 


H 


0 


3-SCF3 


4-C1 


4-OCF3 




118 


H 


H 


H 


0 


3-SCF3 


4-Me 


4-OCF3 




119 


H 


H 


H 


0 


3-SCF 3 


4-CF3 


4-OCF3 




120 


H 


H 


H 


0 


3-SCF 3 


4-0Me 


4-0CF 3 




121 


H 


H 


H 


0 


3-SCF3 


4-OCF3 


4-0CF 3 




122 


H 


H 


H 


0 


3-SCF3 


4-SMe 


4-OCF 3 




123 


H 


H 


H 


0 


3-SCF3 


4-SCF3 


4-0CF 3 




124 


H 


H 


H 


0 


3-SCF3 


4-C0 2 Et 


4-0CF 3 




125 


H 


H 


H 


0 


3-SCF3 


4-CN 


4-0CF 3 




126 


H 


H 


H 


0 


3-SCF 3 


4-N0 2 


4-0CF 3 




127 


H 


H 


H 


0 


3-CH3 


4-C1 


4-0CF 3 




128 


H 


H 


H 


0 


3-CH3 


4-CF3 


4-0CF 3 


169.5-172.0 


129 


H 


H 


H 


0 


3-CH3 


4-CN 


4-0CF 3 


193.9-195.2 


130 


H 


H 


H 


0 


3-C0 2 CH 3 


4-C1 


4-0CF 3 




131 


H 


H 


H 


0 


3-C0 2 CH 3 


4-CF3 


4-0CF 3 


184.2-185.5 


132 


H 


H 


H 


o 


3~C0«, CHo 


4-CN 


4-0CF 3 


197 0-201 0 


133 


H 


H 


H 


0 


3-C0 2 CH 3 


4-N0 2 


4-OCF3 




134 


H 


H 


H 


0 


3-CN 


H 


4-0CF 3 


187.0-188.9 


135 


H 


H 


H 


0 


3-CN 


4-C1 


4-0CF 3 




136 


H 


H 


H 


0 


3-CN 


4-CFg 


4-0CF 3 


1%. 6-198. 3 


137 


H 


H 


H 


0 


3-CN 


4-CN 


4-0CF 3 


245.7-248.8 


138 


H 


H 


H 


0 


3-CN 


4-N0 2 


4-0CF 3 




10:7) 


No. 


Ri 


R2 


R3 


w 


Xi 


\ 




IW<1C) 


139 


H 


H 


H 


0 


3-N0 2 


4-C1 


4-0CF 3 




140 


H 


H 


H 


0 


3-N0 2 


4-CF3 


4-0CF 3 


203.0-204.0 


141 


H 


H 


H 


0 


3-N0 2 


4-CN 


4-0CF 3 


213.9-216.4 


142 


H 


H 


H 


0 


3-N0 2 


4-N0 2 


4-0CF 3 




143 


H 


H 


H 


0 


2,4-F 2 


4-CN 


4-0CF 3 




144 


H 


H 


H 


0 


3,4-F 2 


4-CN 


4-0CF 3 


199.0-199.5 


145 


H 


H 


H 


0 


3,5-F 2 


4-CN 


4-0CF 3 


198.0-199.0 


146 


H 


H 


H 


0 


2,3-F 2 


4-CN 


4-0CF 3 


194.0-195.5 


147 


H 


H 


H 


0 


2,5-F 2 


4-CN 


4-0CF 3 


200.0-202.0 


148 


H 


H 


H 


0 


3-F-5-CF3 


4-CN 


4-0CF 3 


213.5-214.5 


149 


H 


H 


H 


0 


3,5-(CF 3 ) 2 


4-CN 


4-0CF 3 




150 


H 


H 


H 


0 


3, 5-Cl 2 


4-CN 


4-0CF 3 


227.0-230.0 


151 


H 


H 


H 


0 


3-F 


4-CN 


4-C1 


200.0-202.0 


152 


H 


H 


H 


0 


3-F 


4-CN 


4-Br 


198.0-199.5 


153 


H 


H 


H 


0 


3-F 


4-CN 


4-1 


212.0-213.0 


154 


H 


H 


H 


0 


3-F 


4-CN 


4-CF 3 


200.0-201.0 


155 


H 


H 


H 


0 


3-F 


4-CN 


4-OCF 2 H 


194.0-195.0 


156 


H 


H 


H 


0 


3-F 


4-CN 


4-0CF 2 CF 2 H 178.0-179.0 


157 


H 


H 


H 


0 


3-F 


4-CN 


4-0CF 2 CFHCF 3 


192.5-195.0 


158 


H 


H 


H 


0 


3-F 


4-CN 


4-SCF3 


200.0-201.0 


159 


H 


H 


H 


0 


3-F 


4-CN 


4-0S0 2 CH 3 


193.0-198.0 


160 


H 


H 


H 


0 


3-F 


4-CN 


4-CN 


200.0-203.0 


161 


H 


H 


H 


0 


3-F 


4-CN 


4-C0 2 CH 2 CH 3 


204.0-205.5 
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[00 97] 



[0098] 



t*83 


No. 


Ri 


R* 


R3 


W 


Xi 


Y D 


Zn 


m& (°c) 


162 


H 


H 


H 


0 


3-F 


4-CN 


3-C1 


204.0-205.4 


163 


H 


H 


H 


0 


3-F 


4-CN 


3,4-Cl 2 


211.3-212.3 


164 


Me 


H 


H 


0 


H 


H 


4-OCF3 


163.0-165.1 


165 


Me 


H 


H 


0 


H 


4-CN 


4-OCF3 


207.0-209.0 


166 


Me 


H 


H 


0 


3-F 


4-CN 


4-F 




167 


Me 


H 


H 


0 


3-F 


4-CN 


4-C1 


265.0-267.0 


168 


Me 


H 


H 


0 


3-F 


4-CN 


4-Br 




169 


Me 


H 


H 


0 


3-F 


4-CN 


4-1 




170 


Me 


H 


H 


0 


3-F 


4-CN 


4-CF3 


221.5-222.5 


171 


Me 


H 


H 


0 


3-F 


4-CN 


4-C0 2 Et 




172 


Me 


H 


H 


0 


3-F 


4-CN 


4-CN 




173 


Me 


H 


H 


0 


3-F 


4-CN 


4-OCF3 


210.0-213.0 


174 


Me 


H 


H 


0 


3-F 


4-CN 


4-0CF 2 CF 2 H 




175 


Me 


H 


H 


0 


3-F 


4-CN 


4-SCF3 




176 


Me 


H 


H 


0 


3-F 


4-CN 


4-SOCF3 




177 


Me 


H 


H 


0 


3-F 


4-CN 


4-S0 2 CF 3 




178 


Me 


H 


H 


0 


3-F 


4-N0 2 


4-0CF 3 


214.5-215.5 


179 


Me 


H 


H 


0 


3-F 


4-N0 2 


4-CF3 




180 


Me 


H 


H 


0 


3-F 


4-N0 2 


4-C1 




181 


Me 


H 


H 


0 


3-CF3 


4-CN 


4-OCF3 


101.0-103.0 


182 


Me 


H 


H 


0 


3-CF3 


4-CN 


4-C1 


154.0-156.0 


183 


Me 


H 


H 


0 


3-CF3 


4-CN 


4-CF 3 


200.0-201.0 


184 


Me 


H 


H 


0 


3-CF3 


4-CN 


4-SCF 3 


123.0-124.0 


[H9] 


No. 


R» 




R3 


u 


Xi 






m& cc) 


185 


Me 


H 


H 


0 


3-CF3 


4-CN 


4-SOCF3 


solid* 1 


186 


Me 


H 


H 


0 


3-CF3 


4-CN 


4-S0 2 CF 3 


233.0 


187 


Me 


H 


H 


0 


3-N0 2 


4-CN 


4-OCF3 




188 


Me 


H 


H 


0 


3-N0 2 


4-CN 


4-CF 3 




189 


Me 


H 


H 


0 


3-N0 2 


4-CN 


4-C1 




190 


Et 


H 


H 


0 


3-F 


4-CN 


4-0CF 3 


175.0-176.0 


191 


Et 


H 


H 


0 


3-F 


4-CN 


4-OCF3 


198.0-200.0 
















(No.l90<OfH4ft) 


192 


CF 2 H 


H 


H 


0 


3-F 


4-CN 


4-0CF 3 




193 


CF 2 H 


H 


H 


0 


3-F 


4-N0 2 


4-0CF 3 




194 


CF 2 H 


H 


H 


0 


3-CF3 


4-CN 


4-0CF 3 




195 


CF 3 


H 


H 


0 


3-F 


4-CN 


4-0CF 3 




196 


CF 3 


H 


H 


0 


3-F 


4-N0 2 


4-0CF 3 




197 


CF 3 


H 


H 


0 


3-CF3 


4-CN 


4-0CF 3 




198 


CH 2 CF 3 


H 


H 


0 


3-F 


4-CN 


4-0CF 3 




199 


CH 2 CF 3 


H 


H 


0 


3-F 


4-N0 2 


4-OCF3 




200 


CH 2 CF 3 


H 


H 


0 


3-CF3 


4-CN 


4-OCF3 





(20) 
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[0099] 



[0 100] 



201 


CH 2 CN 


H 


H 


0 


3-F 


4-CN 


4-OCF 3 




202 


CH 2 CN 


H 


H 


0 


3-F 


4-N0 2 


4-0CF 3 




203 


CH 2 CN 


H 


H 


0 


3-CF 3 


4-CN 


4-0CF 3 




204 


n-Pr 


H 


H 


0 


3-F 


4-CN 


4-0CF 3 


139.6-142.3 


205 


n-Pr 


H 


H 


0 


3-F 


4-N0 2 


4-0CF 3 




206 


n-Pr 


H 


H 


0 


3-CF 3 


4-CN 


4-0CF 3 






No. 


V 


R2 R3 W 


'*i 








207 


i-Pr 


H 


H 0 




3-F 


4-CN 


4-0CF 3 




208 


i-Pr 


H 


H 0 




3-F 


4-N0 2 


4-0CF* 




209 


i-Pr 


H 


H 0 




3-CF 3 


4-CN 


*i^U\^l 3 




210 1 


:h=ch 2 


H 


H 0 




3-F 


4-N0 2 


4-0 CFo 




211 CH 2 CH=CH 2 


H 


H 0 




3-CF 3 


4-CN 


4-0CF 3 




212 CH 2 C-CH 


H 


H 0 




3-F 


4-N0 2 


4-0 CFo 




213 


Bn 


H 


H 0 




3-F 


4-CN 


4-OCF3 


139 8-142 1 


214 


Bn 


H 


H 0 




3-F 


4-N0 2 


4-0CF 3 




215 


Bn 


H 


H 0 




3-CF 3 


4-CN 


4-0CF 3 




216 


Me 


Me H 0 




3-F 


4-CN 


4-OCF 3 


209.0-210.0 


217 


H 


H 


H S 




3-F 


4-CN 


4-0CF 3 


172.0-174.0 


218 


H 


H 


H 0 




3-F 


4-CN 


4-i-Pr 


208.0-209.0 


219 


H 


H 


H 0 




3-F 


4-CN 


•2 


165.0-167.0 


220 


H 


H 


H 0 




3-F 


*2 


4-0CF 3 


205.0-207.0 


221 


H 


H 


H 0 




3-F 


4-CN 


3-F-4-CF 3 


209.8-212.1 


222 


H 


H 


H 0 




3-F 


2-C1-4-CN 


4-0CF 3 


184.0-187.0 


223 


H 


H 


H 0 2,3,5,6-F 4 -4-CN 3-F 


4-OCF3 


223.2-224.0 


224 


H 


H 


H 0 




3-F 


3-F-4-€CF 3 


4-0CF 3 


168.0-169.3 


225 


H 


H 


H 0 


3-CF 3 CH 2 0 


4-CN 


4-OCF3 


187.0-189.5 


226 


H 


H 


H 0 


3-0-(4-Cl-Ph) 4-CN 


4-€CF 3 


171.8-173.0 


227 


H 


H 


H 0 


3-CF 3 CH 2 0 


4-F 


4-0CF 3 


159.0-161.0 


228 


H 


H 


H 0 




3-F 


2-CF 3 


4-OCF3 


188.0-189.5 


229 


H 


H 


H 0 3-CH=CHCH=CH-4 4-CN 


4-OCF 3 


257.0-264. 0 


mil] 


No. 


Ri 


R 2 R 3 


W 


Xi 








230 


H 


H 


H 


0 


3-CF 3 


4-CN 


4-CFg 


203.0-204.0 


231 


H 


H 


H 


0 


H 


4-CN 


4-CF 3 


209.5-211.0 


232 


H 


H 


H 


0 


3-Br 


4-CN 


4-CF3 


188.5-189.0 


233 


H 


H 


H 


0 


3-F 


4-CN 


4-SOCF3 


199.0-203.0 


234 


H 


H 


H 


0 


3-F 


4-CN 3-Me-4-0CF 2 HCF 2 


156.0-158.0 


235 


H 


H 


H 


0 


3-F 


4-CN 4-0-(4-F-Ph) 


171.0-173.0 


236 


H 


H 


H 


0 


3-F 


4-CN 


4-OPr 1 


197.0-199.0 


237 


H 


H 


H 


0 3-CF 3 -CH 2 0 


4-CN 


4-OPr 1 


187.0-189.0 


238 


H 


H 


H 


0 3-CF 3 -CH 2 0 


4-F 


4-OPri 


161.0-163.0 


239 


H 


H 


H 


0 


3-F 


4-CN 


2,4-Cl 2 


208.0-209.0 


240 


H 


H 


H 


0 


3-F 


4-CN 


4-C0CH 3 


183.5-184.5 



(21) 
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241 Me 


H 


H 


0 


H 


4-N0 2 


4-OCF3 


Solid* 3 


242 Me 


H 


H 


0 


3-CF 3 


4-N0 2 


4-OCF3 


189.0-192.8 


243 EtOCH 2 


H 


H 


0 


3-F 


4-CN 


4-OCF3 


H,S 


244 MeOCH 3 CH 2 


H 


H 


0 


3-F 


4-CN 


4-OCF3 


187.0-187.9 


245 MeOCH 3 CH 2 


H 


H 


0 


3-F 


4-CN 


4-OCF3 


193.2-195.8 



(No.246tf)flttft) 



•l^H-NMRCCDClg-DMSO, Me 4 Si, 60MHz) 5 8.67(s, 1H, NH) , 8.40(s, 1H, NH), 

7.90-7.23(m, 10H, Ar), 6.70(d, J=8.7Hz, 2H, Ar), 3.24(s, 3H, He) 
•2:3. 5-y?no-4- ( 3 -?nn- 5 - h 'J 7/M-n*^;W- 2 eu^' 

^'H-NMIKCDCla-DMSO, Me 4 Si, 60MHz) d 9.72(s, 1H, NH), 8.62(s, 1H, NH) , 
8.23-7. 12(m, 13H, Ar) , 3.29(s, 3H, Me) 
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[0102] mmmi)*mi 

5 oa? 
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W4*>mmmm ■. tee m) 

}VJ>v9X 1000 C 0.53 

1 %n h'tfWMc 203 
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*-ri<v?X#80 1 03 

h. 

[0 106] C8!»JWl5Df4 #J 
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"vxh-M h 5 5. 03 

4 4. 93 

4. 
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XWitf&ttfl^f-iV (ha) S£9 0. 0 0 5-5 
0kgfc$r4J:3lclHW4. 

[0109] chkm] ^mt^mm&m 

[01 10] immi Hz*>3hvtzKti&&iA 
m 

mmizumtvr&mit&faco 5 %%m ( a&wc 

cfc-?Tti25%*#l#J$:tt!it) *««W^Aofc*T«R 
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OWznx^ya h^2^-a*5r^+-^a^0l0aIS: 
JfcfeU ?LWJ)V^M^L-C25-CMfiStJR§L. 6B 

[0 111] 

jz&m (%) = (jtm/w.<km x 1 00 

[0112] ^giU. m<nit^W 1 0 0%^5E* 

:No. 1, 2, 3, 4 , 5, 7. 11. 
13, 14, 1 5, 16, 1 7, 20, 22, 23, 2 
4, 29, 32, 33, 38, 41, 43, 44, 4 
6, 47, 48, 50, 53, 54, 55, 56, 5 
8, 62, 63, 64, 65, 66, 67, 68, 7 

1, 73, 76, 85, 91, 1 0 1, 102, 1 0 

4, 1 28, 1 29, 1 36, 140, 144, 14 

5, 151, 152, 153, 1 54, 155, 15 

6, 1 57, 1 58, 1 60, 1 6 1, 163. 1 6 
4, 165, 167, 170, 173, 181, 18 

2. 1 84, 1 90, 1 9 1, 204, 2 1 3, 2 1 

7, 221. 

[oi 1 3] mmm2 ^yaw^fyhow 

x^i25%mmmm mmm^x^tzTux-m 
lx. ioooppmiiu£<^?gfcfffli!u zvm&wzh-? 



^mmmw-xwizimmi am-m 



[0114] 

5E*$ (%) = m<m/ik$m) xioo 

[0115] DOSSIL OT^b-^* 4 1 o o%cm& 

*3MHft6«i :No. 1. 2. 3, 4. 5. 7, 10. 
1 1. 1 3, 14, 1 5, 16, 17. 20, 22, 2 

3, 24, 29, 32, 33, 38, 4 1, 44, 4 
6, 47, 48, 50, 53, 54, 55, 56, 5 
8, 62, 63, 64, 65, 66, 67, 68, 7 
1, 73, 76, 85, 9 1, 1 01. 102, 1 0 

4, 1 28, 129, 136, 1 37. 140, 14 
1, 144, 145, 146, 151, 152, 15 
3, 1 54, 1 55, 1 56, 1 57, 1 58, 1 6 
0, 1 61, 163, 164, 1 65, 167, 1 7 

0, 173, 181, 182, 184, 190, 19 

1 , 204, 2 1 3, 2 1 6. 2 1 7, 22 1. 
[0 116] 

m. im&v : &&izfti,ximkA,}:mgZRtfz% 
m&~rizktfx'%&. 
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